BioTech-Chem Library 

Search Results 
Feedback Form (Optional) 

Scientific <£ Technical Information Center 

The search results generated for your recent request are attached If you have any questions or comments 
(compliments or complaints) about the scope or the results of the search, please contact the BioTech-Chem 
searcher who conducted the search or contact 

Mary Hale, Supervisor, 308-4258 

CM-1 Room IE01 

Voluntary Results Feedback Form 

> I am an examiner in Workgroup: (Example; 1 610) 

> Relevant prior art found, search results used as follows: 

I I 102 rejection 

n 103 rejection 

l~l Cited as being of interest. 

I I Helped examiner better understand the invention 

I I Helped examiner better understand the state of the art in their technology. 

Types of relevant prior art found: 
I I Foreign Patent(s) 

I I Non-Patent Literature 

(journal articles, conference proceedings, new product announcements etc ) 

> Relevant prior art not found 

I I Results verified the lack of relevant prior art (helped determine patentability) 

fl Search results were not useful in determining patentability or understanding the invention 

Other Comments: 




C Ma v 



Wright 09/889, 515 



Februa 



> a que 



3TR 





3 - e 


G2 7 0 CH2Cb 




c c 


: @12 13 




c u 




4 9 




- 




Gl 11 




CH2 OH 


0 C NH 




? ° 2 3 


7' 4 @ 2 5 2 6 




N ST. 


7 H y C 1 C 


: 2 @ 3 3 


34 35 


36 37 $38 


o ~ = 


12/14 / It 


/ 1 8 


AR G.> 


21/25/27 


/ 2 9 / 3 0 / 3 3 / 6 8 / CN 


2LE ATTRIBUTES 




innect 


IS X3 


PC AT 7 


:::iject 


IS :<3 


PC AT 8 


:nneot 


IS El 


PC AT 31 


:nneot 


IS El 


PC AT 3 9 


:nnect 


IS El 


FC AT 4 0 


j:;ne:t 


IS EI 


PC AT 41 


E FAULT 


ML EVE L 


IS ATOM 


j 'AT 


IS UNO 


AT 1 7 


. : V\T 


IS 'INS 


AT I z - 


'AT 


is uns 


AT 17 




IS UIIS 


AT 1 9 








: OJNT 


is Mb >: 


AT 1 7 


7'.' NNT 


IS Ei 7 


E4 N AT 2 9 


?■ 'UNT 


I S E '*» r 


E 1 K El 0 A'l 










ARE : 7 7 


I. ATE 2 OR EMBED I) h 



C H 2 H y 
@14 15 



SO 2 Cb 
@16 17 



S02Hy 
018 19 



S02 NH 
ft? 7 ? 



Hy @29 



41 
0 

O S 0 
40 @30 31 



<:B17TF5: NONE 

. .:: 3 4 l SEA FI LE=F E 31 STF.Y ABB = C : N PLU=OM 

•Si 0 6 SEA FI LE=PEGI ST FY ABB=CN PLU-ON 

;o24 5 SEA FILE-FEGISTPY ABB=ON PLU=ON 

15 37 SEA FILE-REGISTRY SUB = L5 SSS F'JL 



NC4-C6/ES 

L 3 AM D M R > 2 .AN D N R S > \ 
L4 AMD NC=1 

LI 



right 09/889,515 



20 21 

0 NH S02G2 0 
@14 15 16 

NH C G2 0 C G3 

3111213 @ I ^ 18 19 



N 

9 



Ak 322 Cy@2 3 N Ak N Cy N@28 Ak N Ak 

@24 25 @26 27 29 @30 31 



Cy N Cy Cy N Ak 

:2 333 34 35 036 37 



3 A ?. 31 = 11/ I -3/1*7 
/A?: 32=2 2/23 

/AR G 5 = 2 4 / 2 o/ 2 8 / 3 0 / 3 3 / 3 6 

LODE ATTRIBUTES: 

L:?EC IS R AT 2 8 

:onne:t is E2 f.c at 24 

L3NNECT IS E2 R.C AT 2 6 

DEFAULT MLEVEL IS ATOM 



3 3 3AT 


is uns 


AT 


2 3 


3 3 :at 


is uns 


AT 


27 


3 3 :at 


IS UNS 


AT 


32 


3 3 CAT 


IS UNS 


AT 


34 


3' -CAT 


IS UNS 


AT 


3 5 


LE :'A3' LT 


EC LEVEL 


1 S 


LIMITED 



GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 



3TERE2 : ATTRIBUTES: NONE 

LIO 14 SEA FILE=REGISTRY SUB=L7 SSS FUL L9 

Lll 1 SEA FILE=HCAPLUS ABB=ON PLU=ON L10 



■ - > d ibib abs hitstr 

: . . anlwel : cf- ; hcaplus coly?:~ht 2 3 acs 

ALU E.-i S I C N NUMBER: 20 00: 553552 HCAFLUS 

LCCUMENI NUMBER: 133:164 001 

IITLE: Preparation of indole - 2 - car bcxyl i c ac 

ant i- inflammatory agents 

i g t o n ; Kettle, Jasor 
IK L : m ; t r d , U?: 



Wright 09/989, : 11 



reoruar y 



FAMI LY ACC . NUM . COUNT : 1 
PATENT INFORMATION: 



PATENT N: 



KIND DATE 



APPLICATION NO. 



DATE 



WO 2 0 0 0040195 


a: 




2 0 0 0 0 810 




WC 


2000-GB260 




COOOC 


131 






W : AE , 


A L , 


AM, 


AT , 


AU, 


AZ, 


BA, 


BB, 


BG, 


3R, 


BY, 


CA, 


CH, 


CN, 


:r, 


CJ, 




DE, 


DK, 


LiM, 


EE, 


ES, 


FI , 


oB , 


GD, 


GE, 


GH, 


GM, 


MR, 


HU, 


ID, 


T T 


IN, 


T C 
■*-'-'/ 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MI), 


MG, 


MK, 


MN , 


MW, 


MX, 


NO, 


NZ, 


PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI , 




SL, 


TJ, 


TM, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


VN, 


YU, 


ZA, 


ZW, 


AM, 


AZ , 


3V, 


KG, 


KZ , 


MD, 


RU, 


TJ, 


TM 


















P.W: OH, 


GM , 


KE, 


LS, 


MW, 


SD, 


SL, 


4-i f 


TZ, 


UG, 


ZW, 


AT, 


BE, 


CH, 


CY, 


DE 


OK, 


ES, 


EI, 


FR, 


GB, 


GR, 


IE, 


T m 


LU, 


MC, 


ML, 


PT, 


3E, 


BF, 


BJ, 


C F , 


CG, 


CI, 


CM, 


GA, 


GN, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 










E P 1 1 5 9 2 i- 'n 




A. 




2001 


12 :s 




EP 


2000-90 


1 2 5 












R : AT , 


BE, 


CH, 


Ob, 


DK, 


E3, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU , 


NL, 


SE, 


MC , 




IE, 


3 1 , 


LT , 


LV, 


FI, 


RO 






















JP 2C035y;'27H 


t; 




2 00 30 121 




JP 


2000-597266 


20 000131 






jRi Y A? F Li'.' . 


I N FO 












^ r. i nnn 

\J ^- A. S . ' 


2 4 c ; 9 




7\ 


1 9 9 9 C 


2 05 







OTHER SOURCE il 



WO 2000-GB260 
MAR PAT 133:164 00 1 



W 2 0 0 00131 



R^ 



C02H 



CI 



X R-i 



CI 



II 



'. urO s ubs 
1 k y I , a 1 ken 



:ut e : 



a ] 



t n e 



:cv,:.o that 



PI" -■ H , ur. s ubs r 1 *: u f ec a Iky I, aryl, hetercaryl; wit; 
at leai'.t one cf R16 or R17 is other than hydrogen, or 
NR16R17 term ,;:r., substituted heterocyclic ring which optionally contair 
further he t e r oa t oms ) ; RL-R7 - H, a functional group, (un) substituted 
hydrcca rbyl , hete rocyclyl ; and further provided that when R4 = NHCOR i b , 
R.17 - substituted alkyl, iun) substituted aryl, !un] substituted 



Wright 09/839,51: 



recruar' 



288067-50-5P 288067-51-6P 288067-52-7P 
288067-53-8P 288067-54-9P 288067-55-0P 
288067-56-1P 288067-57-2P 288067-58-3P 
288067-59-4P 288067-60-7P 288067-61-8P 
288067-62-9P 288067 -63-0P 

RL : BAC ^Biolcqical activity or effector, except adverse); 3SU (Biologi 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use 
BIOL (Biological study); PREP ( Preparation j ; USES (Uses) 

(prepn. :>f indole-2- cart oxyl i c acids as anti-inflammatory agents) 
2 88 D€7 - 50-5 HCAPLUS 

iH-Indole-2-carboxylic acid, 1- ( phenylme thyl ) -4- [ [ [5- (2-pyridmyl) -2- 
thieny I ] sui f onyl ] amino] - (9CI) ( CA INDEX NAME) 



H 

CO2H 

N 

CH 2 Ph 



z S3 c o c / - 5 i - t HCAPLUS 

ULI^cole-2-carboxyli.c acid, 1 - [ < 3 , 4-dich lor ophenyl - methyl] - 4 - [ ; 4 - 
morpholinylacetyl ) amino] - (9CI) ( CA INDEX NAME) 



CO?H 



Wright 09/889,515 February 
:etyi ] ammo] - :9CI; CA INDEX NAME; 



:0 ;>H 



288067- 5 3-8 HCAPLUS 

1H- 1 ndoi e- 2 ~ca r hoxyl l c acid, 4 - [ [ [ 4 - ( acetyl amino ) phenyl] sulfonyl] amine 
i (3, 4-di rhlorophenylimethylj - (9CI) ( CA INDEX NAME ) 



NHAc 



CC-pH 



.H - Ii;a:.e-^ -ca:ocxyi:c ac:a, . - ^ U, i-a;ch^oropr:eny^ : me t ny ^ 
pyridinyi: 2 th:enyi] sulfonyl] ami nc ] - -CI i CA INDEX NAM 



Wright 09/889,515 



rebruary 'S. 



NH 



CI 



CO2H 

N CH? 



CI 



:-:eeo67 5:-c hcaplus 

1 H- Indole-^ -carboxyiic acid, i- [ ( 3 , 4 -dichloLophenyi ) methyl ] 4 [[(1,1- 
dioxido--'i ■ thicrr.orpholinyi) acetyl 1 amino] - (9CI) fCA INDEX NAME) 



:o?h 



el 



' 8 ^ : ; 6 7 -56- 



HCAP LUS 
^:bc>:yl: ; a 
1 - '.C sal f cr. vl ' a::\: 



;: ca ::;:*ex :;ax:: 



Wright 09/389, 515 



Februar 



Me 

N 

S C 

NH CI 

CC 2 H CI 

N CHo 
286067-57-2 HCAPLUS 

1 H- I rid o 1 e- 2 -ca r boxyl l c acid, 4 - [ [ [ i ca rboxymethy 1 ) amino ] acetyl ] amino ] - 
[ ' V- 4-dich... :.rcphenyl ) methyl ] - (9CI) { CA INDEX NAME ) 

' CH2 NH CH; 0 NH CI 

C02H CI 

N CH2 



288067-58-3 HCAPLUS 

iH- Indol e-2- ca rboxylic acid, 4 - [ [ (6-chloro-3-pyridinyl) sulfonyl] amino 
\ 4 -di r:hlorcphenyl) methyl ] - (9CI) f CA INDEX NAME) 



Wright 09/889, 515 



February 24, 



C0 2 H cl 

N CH2 

,8806^-60-7 ^APLUS 4-1 ( [ ( ca rboxymethy I ) (methylsulf onyl 1 amir.o; ace 

iH- Inaoxe-2-caiboxyii- acxu, i . i J IQrT > , rA tmdEX NAME! 

tyl]amino]-l-[ 3, 4-dichlorophenyl ! methyl ] - (9CI) (CA INDEX nam 



Me S 0 O 

C02H Cl 
N CH2 

lH 8 ?n^li:l/aXxyLc acid, 4 - [[ [acetyl ( ca rboxymethy 1 ) amino] acetyl] amine 1 
t MS^-dichl'opheny^methyl]- (9CI) (CA INDEX NAME) 



Ac O 



CC-2H 



i p p n f// - 62 - 9 riCAFLUS 
; < - ■" y_ n r; \ t ' ~ 2 ■". ■ : : i ; COXV- 



a-bovvmethyl ^ (phenylmethyl ) amino] a-~et 

"9c:; .:a index name 1 



"H^ N 2H2 NH 

C^2 H 



Wright 09/889,515 



Februa r 



Me C 

CH2 N C H 2 C NH CI 

C0 2 H CI 

N CH2 

RENCE COUNT: 5 THERE ARE 5 :iTED REFERENCES AVAILABLE FOR 

RECORD. ALL STATIONS AVAILABLE IN THE RE r 



Wriqht 09/889, 5 15 February 24, 200 3 



d que 

LI 2 STR 

G3 ' 12 CH2Cb CH2 Hy S02Cb S02Hy 

7 012 13 014 15 016 17 018 19 

2 ' : $ c s 02 10 
1 .:• c c " 



Gl 11 



021 



OH 

2 3 



2-3 02 5 



NH 

2 6 



S02 NH 

(32 7 2 8 



Hy @2 9 



O 
4 0 



41 

O 



030 



O 
31 



033 



N 
34 



:.02Hy 
5 3 6 



0 
3 7 



038 



0 
39 



52 



NH C G4 
043 44 45 



0 
049 



53 



5 0 



NH 302 G4 
|'>L 062 63 



Ak 054 

Ak N Gy 
64 065 66 



: 'Y @ f > 5 N Ak N Cy 

§^6 £7 Cy 058 59 

67 068 69 



N 060 



VAR Gi = 12! / 14 / 16/18 

VAR G2 = 21/25/27/7'9/30/33/38/GN 

VAF G5 = 43/4'V46 

YAi Gl ^54/ 5 ; 

VAR G5-56/58/60/62/65/68 
NOPE ATTRIBUTES: 













A T 


:gnne< 


„:t 


is 


X 3 


RG 


AT 


GONNE' 


:t 


IS 


X 3 


RG. 


AT 


rorJNRi 


^T 


T: : : 


Fl 


RG 


AT 


• 'NNF; 


;t 


J s 


F 1 


RG 


AT 


\ NNE' 


21 


I 2. 


K 1 


Ri ' 


AT 


*<: N N E 1 




I 2- 


F L 


M ■ 


AT 


nne< 


:t 


I ."■ 


F2 


KG 


AT 


:«:r-JNEi 


:t 


J- .-■ 


E2 


R( ; 


AT 


. ■:• 2AIG 










I \ 1 'v^ i 'l 


]';;cat 




I 2 


UN 3 


AT 


1 3 


:,ggat 




rs 


UN 3 


AT 


15 


jGGAT 




I 2: 


UN 3 


AI 


17 


AT 




12 


IINS 


AT 


1 9 


^GGAT 




I 2 


UN 3 


AT 





Wright 0 9/889, ^15 



February 24, 2 00 3 



DEFAULT EC LEVEL 13 LIMITED 

ECOUNT IS M6 C AT 13 

ECOUNT IS MO C AT 17 

ECOUNT IS El C E4 N AT 2 9 

ECOUNT IS E :'■ C El N El 0 AT 36 

GRAPH ATTRIBUTES: 

R[MG(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 6 9 

STEREO ATTRIBUTES: NONE 

L14 17 SEA FILE-MARPAT SSS FUL L12 



■> d ibib abs fqhit 114 1-17 



ANSWEI 



OF 17 MAR PAT COPYRTGHT 200 3 ACS 



ACCESSION NUMBER: 
T l TLE : 

INVENTOR ( S } : 



PATENT ASSIGNEE ( S ;■ : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1 37 : 93 63 4 MAR PAT 

Preparation of 3-subst ituted indole angiogenesis 
inh ibi to r:5 

Bamaung, Nwe Y.; Craig, Richard A.; Kawai, Megumi ; 
Wang, Jieyi ; Dai, Yujia; Guo, Yan; Sheppard, George; 
Verzal, Mary K.; Vasudevan, Anil; Michae.l.ides , Michael 
USA 

U.S. Pat. Appl. Publ., 4 9 pp. 

COD EN : USXXCO 

Patent 

English 



PATENT NO. 

US 20020c ; i 48 
PRIORITY APPLN . INFO. 
GI 



KIND DATE 

Al 2 0 02 07 : 1 



APPLICATION NO. 



DATE 



US 2001-9S2603 2 0 0 10^14 
US 2000-233390P 200U091S 



R 2 F: 8 P 5 
N N 



TLe title Donpds. fl; a ■ n 4; Rl - aikoxy, NHS, halo, OH, N02 ; R2 = 
alkenyl, alkyl, aryl, etc.; R.:> ■ H, a Iky I, N p t. ub'<-;t i ng group;; one of R4 
and R r alkyl, aryl, arylalkyl, ot:^., and the other - H, alkyl; R6 ■ H, 
i ] 1 y i ' , 1 : : ; • ■ f m ! in inhibiting . u :g i o< ^ - in • s ; s i :: i ■ m n< '< r , wt • r » • p r epd . E.g., i 



Gl 



G3 



G3 



2 1 9 



0;;S G 
1 19 



G8 : NH 

g:i - NH 

G..2 22 1 



2/ 1 



G28 



G2 8 



Me 

235 



G3 3 



Wright. 09/889, 5 13 



February 2 4, 2003 



MSTR 1 



Gl 



C G8 N Git 



ME'L 



c 1 a i m 1 



I, 14 AM2WER 2 OK 17 MAR PAT COPYRIGHT 2003 AGS 



'VE.SSION NUMBER: 



SOURCE: 

pocumknt type: 

panguage: 

eamt py a-''". :;um. 



i 3r, : 2^508^ MAR PAT 

Pro pa rat ion of amino a ' i ■ i aromat 

HIV i n t eq r a s t - inhibitory propt.-rt 

N ' ;aanba , B 1 a i s« - M a q b m r > • ; Gauv* 

'i2- 1 i. e , Jo<>' 1 yn 

P ha J: "\a ■ r , \ \ \ ' . , ■'.in. 

PCT Int . App 1 . , 173 pp . 

GO DEM: PIXXP2 

Patent 

Enq 1 1. s h 



Wright. 09/e89,5I5 February 24, 2003 



WO' 


] 0 0 


\ 02 6 r 


9 / 


A 




2 002 


0 4 0 4 




w: 


' 2C 


0 1 ■ 


CA1 3o7 




2 0 0 1 0 


92 5 






WO' 


'00 


2 02 6- 


9 7 


A3 


2 0 02 


0 0 16 
























W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG 


, BR, 


BY, 


BZ, 


OH, 


CN, 


C' J , 






OR, 


CU, 


CZ, 


DE, 


EE, 


EM, 


DZ, 


EC, 


EE, 


E3 


, EI , 


GB, 


CM), 


GE, 


GH, 


GM, 






HP, 


HU, 


10, 


IL, 


IN, 


J 3, 


JP , 


KE, 


KG, 


Kt 


, KR, 


KZ , 


E : , 


EK, 


LR, 


I Z 






ET, 


EU, 


EV, 


MA, 


ME, 


MG , 


MK, 


MM, 


MW, 


MM 


, MZ, 


NO), 


NZ, 


PL, 


FT, 


R'O, 






RU , 


3D, 


3F, 


5G, 


31 , 


3K, 


SE, 


t ; , 


TM, 


TO- 


, TT, 


TZ,, 


UA, 


EG, 


UZ , 


vz; , 






YU , 


2 A, 


ZW, 


AM, 


as; , 


BY, 


KG, 


KZ, 


MD, 


RI. 


, TO, 


TM 












RW 


: gh, 


GM, 


KE, 


L3 , 


MW, 


MZ, 


SI), 


SE, 


S3, 


tz 


, UG, 


ZW, 


AT, 


BE, 


CH, 


YY, 






ME, 


DK, 


EG, 


FI, 


FR, 


GB, 


GR, 


I E, 


IT, 


LY 


, MC, 


HE, 


p : , 


3E, 


TR, 


3F, 






BJ, 


of, 


cg, 


CI, 


CM, 


GA, 


GE, 


GOO 


GW , 


m: 


, ME, 


EE, 


s:j, 


YD, 


TG 




ai; 


: (i 010 9 3 ; 


10 


a 




2 0 02 


04 08 




AO 


2 001 - 


95 3 1 0 




2 0010 


. n c 






PRIORITY 


APR EN . 


in fo . 












02 


2C 




2 32 1 MO 


2 0 


■H ? V 
























WO 


■ 2 0 


01 


oa: go/ 




2 0') 10 








AB Am :- 1 


\o acid 


de r i v 




R1C0) 


-A- CONHR2 


[A 


- Mr 


.3CR4PY 


, wher 


e R3, R4 




H or 


Me ; 



= H, alRyl, oarboxya 1 kyl , benzyl, MeSCH2CH2, 1- indoly ■ methyl , 

3 , 4 - ( HO } 2C6HECH2 , etc.; R3R4 may be t r ime t hy 1 ene , which may be 

substituted; El, R2 are certain rings (Ph, 3-pyridyl, 2 - qu l nol y 1 , 

2 thienyl, etc.), which may be substituted and attached to alkyl; R2 may 

also be aroyl.amin :] were prepd. as inhibitors of HIV i ntoqrase. Thus, 

N- I N . a Ipha . - i O , 4 --dihydroxybenzoy 1 ) -N . tau. - 1 ri t yl -■ E his ldmylj dopamine was 

prepd. ky coupling cf N. alpha. ( 9 ■ f iu j renylme t hoxyca rbony 1 ) -M . t au . - t r i t y 1 

L-histidine with dopamine hydrochloride, dep rotect ion , and acylation with 

3 , 4 -di hydroxybenzoic acid and showed anti-integrase activity IC50 = 65 nM. 

MSTR 1 



3 c 6 ib r V H H 07 



G2 NH 

GO - 98-3 9 0-:-'-0 

Gly 

C(O) G2 4 G19 
MR 



G [ < ■]{. 

G 1 \-> 7 .-; 7 4 



Wright: 0 C V8&9,S1S 



February 2 4 



G 1 4 G 1 4 



G 1 4 



2 5 7 

G L 4 G 1 ■ 
G, 4 = 159 



1*,, G1 ° 



MPh 
NTK 
NTK 



claim L 

and pharma^ui ically acceptable sal ts 
s 1 1 h s t i tution is r e s t r i c t e d 



L J 4 AM SWF] R 3 OF 1' 
ACCESSION NUMBER: 
TITLE: 



INVENTOR (S) : 



PATENT ASSIGNEE (S) 
SOURCE: 



MAR PAT COPYRIGHT 2 00 3 ACS 
136:24 7577 MAR PAT 

Pi epa r dLion ot 3-pher.yl -4 , 3, 6, 7 - tet r ahydropy r a zo lo [ 4 , 

pyridines as cat heps in 3 inhibitors for treating 
allergies 

Cai , Hui; Edwards, James P.; Gu, Yin; Karlsson, Lars; 
Meduna, Steven P.; P.io, Barbara A.; Sun, Siquan; 
Thurmcnd, Robin L.; Wei, Jianmei 
Ortho McNeil Pharmaceutical, Inc., USA 
PCT Int . Appl . , 1 15 pp . 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



'30 DEN : P1XXD2 

Patent 

Engl i sh 



PR 



PATENT 


NO. 




K 1 N 




DATE 






APPLICATION NO. 


DATE 






WO 2 00 


2 02 3 


013 


A2 




2 0 0203 L4 




WO 2 001 -U 


?27480 


2 0 010 305 






W : 


A E 


, AG, 


Ah, 


AM, 


AT, 


AU, 


AZ , 


BA, B B , BG, 


BR, BY, 


BZ, CA, 


UH, 


CN, 




CO 


, CR, 


CU, 


cz, 


DE, 


DK, 


DM, 


DZ, EC, EE, 


ES, FI, 


-IB, GD, 


GE, 


GH, 




GM 


, HR, 


HU, 


ID, 


: l, 


IN, 


IS, 


JP, KE, KG, 


KP, KR, 


KZ, LO, 


LK, 


LR, 






, LT, 


RIJ, 


hV, 


MA, 


MP, 


MG , 


MK, MM, MW, 


MX, MZ, 


NO, NZ, 


PH, 


Ph, 










SI.', 








S T K, Sh, TJ, 


YM, TP, 


11, . ,', , 


I >2. , 








t V7 1 , 


Yti, 


/A, 


Z V* , 


AM, 


AZ , 


BY, KG, KZ, 


ML, RU, 










: GM 


r ;m 


K E , 




MIV , 


i i , , , 


3D, 


SI., S/, TZ, 


UO, ZW, 


AT, BE, 


'• ■ f 








, DK, 


ES, 


E 1 , 


kr, 


OB, 


GR, 


IE, 131, hlJ, 


MC, Nh, 


PT, SE, 


LP:, 






7'M ) 


) ! u 


A 1 






* ; '» ^ 
0 4 0 4 




! ; " 0 0 i 


MP., 33, 

; i o o 








All 2 0( 


1 DH,! 


/ I 1 


A 1 ^ 




2 On 2 


u i;2 2 




AU 2 00 1 3^73 1 


2 0G 10 YJS 






I TY AP 


PUN . 


r N FO 












US 2 0 0 0 ? 


5 0 4 0 7 P 
























US 2 00 1 <3 


r/ i BR 


2 0 0 1 0 3 1 ("i 







US 3 0')(! 



Wright 09/889, 2 1 2 



February 24, 2003 



N N 



) n 



P2 : 



R8 



oh 



HN 



CI 



N 

S Me 

O 1 J 



II 



AB Title ccmpds . I [wherein Ar r (un) substituted mono- or bi cyclic 

(hetero ) a ryl ; o T: - (un) sabst itutod alkenediyl or alkanediyl; Q = O, S, or 
(un) subs ti tuted N; S, T, Y, and Z = independently N or ( un ) subs t i tuted C; 
R5 and R6 independently H or alkyl; R7 and R8 = independently H, alkyl, 
alkenyl , alkoxy, alkytthio, hal:>, ca rbocyc 1 y 1. , or hete rocyc lyl ; or R7R8 = 
fun) s jb&tituted carbocycl ic or heterocyclic ring; R32 ~ ; H, ( hydroxy ) al kyl , 
(7N, aeyl , ca rbamoy 1 , CHO, or a 1 koxyearbonyl ; r, 0 2; ur pharmaceutical ly 
acceptable salts, amides, esters, or stereoisomers thereof] were prepd. as 

.i * :.< ■[ . i ... x rihib i t or s lot the treatment, ot an allergic condition, 
including an atopic allergic conditions. For example, 
I - methanesul f ony 1 pipe r idi n - 4 -one fprepn. given ^ wa;- condor" s ed wi 1 2 

: ph : : : ■> - ::. t2>- \. r ; .-. ; en. < T-wH g i v> : t.ne endiui n<.j . Reaction with 

4-Ct\3otH4tJOC2L, fallowed by cyoloaddn. with H2NNH2, gave 
b-methanesulfonyl-3-(4-tri f 1 uo romet hy 1 phenyl ) - 4 , 5 , {• , 7- tetrahydro - 1 H 
py razed [ 4 , .1 c] pyridine (72*) . Alkyl at ion with ep i ch 1. o rohyci r i n f 3 b * ) and 
addn . of S <-h 1 o r o < p i pe r i d i n 4 y 1 !H : r.do 1 e pr rpn . qiv>eO alto r'deci 'I 
c-o? • , . The la'l-r : : > h il : 1 . -d : • human •utht-psin 2 with T ' 2 • ot 

t7 .niu.M. 
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AB Substituted pyra.; :Ies I, methods of manufg. them, o.ompns . contg. them, and 
methods of using them to treat, for example, aut :. immune diseases mediated 
by cathepsLn S, are described [W, X, Y, Z = N, ( un ) substit uted CH (0-3 of 
t hem may be N; o: I can tie N-cxide wh^n other 3 . noteq. N;; ft = : H, alkyl, 
:'yar:o, h yd roxya 1 2 yl , acyl , OHO, al koxyca rhonyl , ■:■ r (un) substituted 
Carbamoyl; Rl, R2 = H, alkyl; R2, FA :: H, alkyl, al kenyl , a.Lkoxy, 
a-kylUii--, Palo, r 4 2o 7 monbetrd ^a rt- • or hot e r ocy ' d y I ; or R3R4 = 
:Moms to fotm f uiO) subs t i t u ted fun) sat d. (uon) arorti. 2- + ~ < j 7-membered carbo- 
or heterocyclic ring; At = ( un ) subs 1 1 a u ted mono- or bicycLio [ he te r o ) a i ;y L ; 
n = : 0-2; G = (un; substituted 03-6 alkanediyl or alkenediyl ( subs t l tuen ts = 
'"'H, talc, oso, am i noa 1 ky 1 , etc.); 0 - O, 2, ( un ; s ubs t i tuted NH; including 
.V e r > . u : s ;ro_ : s , p2 . a r ma ■ o i o. i ! y a < ■• • t ( d i . ■ < j i ; .-; , caters, a i s; am : d* - s ^ . 
Claimed uses include treatment, cf lupus, rheumatoid arthritis, and 
pd 1 1 i cu 1 a r 1 y asthma, and inhibition of tissue transplant rejection. 
Appro:. / 0 indiv.duai cornpds . I were \ repd. and/or claimed, with detailed 
prepns. m vni lu- \ ■■ —srnpds. Kr r instuiio.-, On,-) r pbn 1 in -1 yl 3 
if ' i per l d i 1 1 4 y i Mi pyr. roloH,2 pyridine iprt-pd. in :i steps it-a^teci 
wi t h t Dtr • -c : i « -sp-t -nci : ng *'po>: i d»- go.'pd. in several st t-p.s • t o g t ; t 1 t ■ 

0' ]m m r h»- j ns i n a in vitro, II had an I ( ' r ii [ 1 c; t 1 o a... , ran . Tl . i l^rnpd . 1 i I i s 
another one- ci : r :gv.--ili o O y i :<:<■) o ; .-wiipj:-; , 
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l " ■ ( i ndol : > -ylrnet h y 1 one; oxazc ] i.dine-2, 4-dione. '['his antaqon i zt;d subst..anco 
P at hum. in neurokinin \ r < ■■■ *op t o r .<-; witn . ■ ' : - 1 31 :;M. 
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